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19920210 








DK 


163239 




C 


19920629 








FI 


8403934 




A 


19850407 


FI 


1984-3934 


19841005 


FI 


81797 




B 


19900831 








FI 


81797 




C 


19901210 








NO 


8404009 




A 


19850409 


NO 


1984-4009 


19841005 


NO 


160441 




B 


19890109 








NO 


160441 




C 


19890419 








AU 


8433872 




A 


19850418 


AU 


1984-33872 


19841005 


AU 


565884 




B2 


19871001 








ES 


536590 




Al 


19851116 


ES 


1984-536590 


19841005 


JP 


61010577 




A 


19860118 


JP 


1984-208394 


19841005 


JP 


07098818 




B 


19951025 








ZA 


8407847 




A 


19860528 


ZA 


1984-7847 


19841005 


HU 


38629 




A2 


19860630 


HU 


1984-3771 


19841005 


HU 


207514 




B 


19930428 








SU 


1440346 




A3 


19881123 


SU 


1984-3796140 


19841005 


PL 


146228 




Bl 


19890131 


PL 


1984-249916 


19841005 


PRIORITY APPLN. 


INFO. : 






US 


1983-539597 


A 19831006 












US 


1984-625343 


A 19840627 












EP 


1984-201326 


A 19840914 



OTHER SOURCE (S) : 



CASREACT 103:215287; MARPAT 103:215287 
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TITLE: New antihistaminic N-heterocyclic 4-piperidinamines. 

2. Synthesis and antihistaminic activity of 
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AUTHOR (S) : 



CORPORATE SOURCE: 
SOURCE : 

DOCUMENT TYPE: 

LANGUAGE: 

OTHER SOURCE (S) : 



1- [ (4 -fluorophenyl) methyl] -N- (4 -piperidinyl) -IH- 
benzimidazol- 2 -amines 

Janssens, Frans; Torremans, Joseph; Janssen, Marcel; 
Stokbroekx, Raymond A. ; Luyckx, Marcel; Janssen, Paul 
A. J. 

N. V. Janssen Pharm. , Res. Lab., Beerse, B-2340, Belg 

Journal of Medicinal Chemistry (1985), 28(12), 1934-4 

CODEN: JMCMAR; ISSN: 0022-2623 

Journal 

English 

CASREACT 103:196034 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 



CAPLUS COPYRIGHT 2 007 ACS on STN 
1981:30579 CAPLUS 
94:30579 

N-Heterocyclyl-4 -piperidinamines 

Janssens, Frans; Luyckx, Marcel; Stokbroekx, Raymond; 
Torremans, Joseph 

Janssen Pharmaceutica N. v., Belg. 

U.S., 27 pp. Cont . -in-part of U.S. Ser. No. 892,534, 
abandoned . 
CODEN: USXXAM 



DOCUMENT TYPE: Patent 

LANGUAGE: English 

FAMILY ACC. NUM. COUNT: 2 
PATENT INFORMATION: 



PATENT NO. KIND DATE APPLICATION NO. DATE 



US 


4219559 


A 


19800826 


US 


1979 


-2276 


19790110 


CA 


1140119 


Al 


19830125 


CA 


1979 


-323763 


19790319 


AU 


7945296 


A 


19791018 


AU 


1979 


-45296 


19790321 


AU 


523352 


B2 


19820722 










DK 


7901298 


A 


19791004 


DK 


1979 


-1298 


19790329 


DK 


169325 


Bl 


19941010 










EP 


5318 


Al 


19791114 


EP 


1979 


-300525 


19790330 


EP 


5318 


Bl 


19820106 












R: BE, CH, DE, 


FR, 


GB, IT, LU, 


NL, SE 






RO 


79320 


Al 


19820817 


RO 


1979 


-97082 


19790330 


FI 


7901084 


A 


19791004 


FI 


1979 


-1084 


19790402 


FI 


64801 


B 


19830930 










FI 


64801 


C 


19840110 










NO 


7901097 


A 


19791004 


NO 


1979 


-1097 


19790402 


NO 


154058 


B 


19860401 










NO 


154058 


C 


19860709 










JP 


54151982 


A 


19791129 


JP 


1979 


-38447 


19790402 


JP 


01001477 


B 


19890111 










ES 


479206 


Al 


19791216 


ES 


1979 


-479206 


19790402 


ZA 


7901557 


A 


19801126 


ZA 


1979 


-1557 


19790402 


IL 


56992 


A 


19830331 


IL 


1979 


-56992 . 


19790402 


AT 


7902425 


A 


19830715 


AT 


1979 


-2425 


19790402 


AT 


373887 


B 


19840227 










CS 


256358 


B2 


. 19880415 


CS 


1979 


-2227 


19790402 


CS 


256380 


B4 


19880415 


CS 


1984 


-3451 


19790402 


PL 


123380 


Bl 


19821030 


PL 


1979 


-214648 


19790403 


HU 


25906 


A2 


19830829 


HU 


1979 


-JA841 


19790403 


HU 


182965 


B 


19840328 










SU 


1056902 


A3 


19831123 


SU 


1979 


-2747000 


19790403 


AT 


8204538 


A 


19830715 


AT 


1982 


-4538 


19821214 
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AT 


373888 


B 


19840227 










DK 


8300831 


A 


19830224 


DK 


1983 


-831 


19830224 


DK 


171841 


Bl 


19970630 










ES 


524224 


A3 


19841216 


ES 


1983 


-524224 


19830719 


NO 


8402563 


A 


19791004 


NO 


1984 


-2563 


19840625 


NO 


154090 


B 


19860407 










NO 


154090 


C 


19860716 










ES 


542804 


A3 


19851216 


ES 


1985 


-542804 


19850503 


JP 


01117880 


A 


19890510 


JP 


1988 


-144898 


19880614 


JP 


02040666 


B 


19900912 










^ITY APPLN. INFO. : 






US 


1978 


-892534 


A2 19780403 










US 


1979 


-2276 


A 19790110 










US 


1979 


-2279 


A 19790110 










DK 


1979 


-1298 


A 19790329 










AT 


1979 


-2425 


A 19790402 



OTHER SOURCE (S): CASREACT 94:30579 
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DOCUMENT NUMBER: 
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INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1980:215439 CAPLUS 
92:215439 

N-Heterocyclyl-4-piperidinamines and pharmaceutical 
compositions comprising them 

Janssens, Frans; Stokbroekx, Raymond; Torremans, 

Joseph; Luyckx, Marcel 

Janssen Pharmaceutica N.V. , Belg. 

Eur. Pat. Appl., 100 pp. 

CODEN: EPXXDW 

Patent 

English 

2 



PATENT NO. 



KIND DATE 



EP 5318 
EP 5318 

R: BE, CH, DE, 
US 4219559 
CS 256358 
CS 256380 
PRIORITY APPLN. INFO.: 



Al 
Bl 
FR, 
A 
B2 
B4 



19791114 
19820106 
GB, IT, LU, 
19800826 
19880415 
19880415 



APPLICATION NO. 



EP 1979-300525 



NL, SE 
US 
CS 
CS 
US 

us 
us 



1979-2276 
1979-2227 
1984-3451 

1978- 892534 

1979- 2276 
1979-2279 



DATE 
19790330 



19790110 
19790402 

19790402 
19780403 
19790110 
A 19790110 
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> ACTIVATE N596519D/A 



LI STR 

L2 { 2380) SEA FILE=REGISTRY SSS FUL LI 

L3 STR 

L4 57 SEA FILE=REGISTRY SUB=L2 SSS FUL L3 



=> FIL CAPLU 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 0.45 0.87 

FILE 'CAPLUS' ENTERED AT 11:29:39 ON 05 APR 2007 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2007 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise- indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 5 Apr 2007 VOL 146 ISS 15 
FILE LAST UPDATED: 4 Apr 2007 ( 20070404/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http : / /www . cas . org/inf opolicy , html 

=> S L4 * 
L5 12 L4 

=> D HITSTR 4-12 
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IT 131283-70-OP 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, as antihistaminic and antiserotoninergic) 
RN 131283-70-0 CAPLUS 

CN l,2,4-Triazolo[4,3-a]pyrimidin-5 (IH) -one, 6- [2- [4- [ [1- [ (4- 

fluorophenyl) methyl] -5-methyl-lH-benzimidazol-2 -yl] amino] -1- 

piperidinyl] ethyl] - 1,3,7 -trimethyl-, {2E) -2-butenedioate (1:2) J9CI) (CA 

INDEX NAME) 

CM 1 

CRN 131283-69-7 
CMF C30 H35 F N8 0 
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F 




O 



CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
HO2C 
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IT. 120429-44-9P 120431-87-OP 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation of, as antiallergic agent) 
RN 120429-44-9 CAPLUS 

CN IH-Azepine-l-carboxylic acid, 4- [ [1- [ (4 -fluorophenyl) methyl] -5-methyl- IH- 
benzimidazol-2-yl] amino] hexahydro- , ethyl ester (9CI) (CA INDEX NAME) 




F 
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RN 120431-87-0 CAPLUS 

CN lH-Ben2imidazol-2-amine, 1- [ (4-fluorophenyl) methyl] -N- (hexahydro- 1 -methyl - 
lH-azepin-4-yl) -5-methyl-, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX 
NAME) 

CM 1 

. CRN 120431-86-9 
CMF C22 H27 F N4 



Me 




F 



CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shovm. 
^^-x^ ^ CO2H 

HO2C 
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IT 118592-75-9P 118705-16-lP 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, as allergy inhibitor or antihistaminic) 
RN 118592-75-9 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- (2-ethoxyethyl) -5-methyl-N- {l-methyl-4- 
piperidinyl) - (9CI) (CA INDEX NAME) 



CH2-CH2- OEt 




RN 1187 05-16-1 CAPLUS 

CN lH-Benzimida2ol-2-amine, 1- (2-ethoxyethyl) -5-methyl-N- ( l-methyl-4- 
piperidinyl) (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 
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CM 1 

CRN 118592-75-9 
CMF C18 H28 N4 0 



CH2" CH2" OEt 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
HO2C" 
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IT 73755-74-5P 98088-91-6P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 
(preparation of, as allergy inhibitor) 

RN 73755-74-5 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [1- (phenylmethyl) -5- ( trif luoromethyl) -IH- 
benzimidazol-2 -yl] amino] ethyl ester (9CI) (CA INDEX NAME) 



CH2- Ph 




O 



RN 98088-91-6 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [1- [ (4-fluorophenyl) methyl] -5-methyl-lH- 
benzimidazol-2-yl] amino] ethyl ester (9CI) (CA INDEX NAME) 
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0 

II 
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IT 99157-17-2P 99195-17-2P 

RL; BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; BIOL (Biological 
study) ; PREP (Preparation) 

(preparation and antihistaminic activity of) 

RN 99157-17-2 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 3- [2- [4- [ [1- [ (4-fluorophenyl) methyl] -5- 
methyl-lH-ben2imidazol-2-yl]amino] -1-piperidinyl] ethyl] -2-methyl- (9CI) 
(CA INDEX NAME) 



F 




RN 99195-17-2 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 3- [2- [4- [ [1- [ (4-fluorophenyl) methyl] -5- 

methyl-lH-benzimidazol-2-yl] amino] -1 -piper idinyl] ethyl] -6 , 7 , 8 , 9-tetrahydro- 
2-methyl- (9CI) {,CA INDEX NAME) 
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F 




0 



IT 98088-91-6P 

RL; RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(React ant or reagent) 

(preparation and decarboxylation of) 
RN 98088-91-6 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [1- [ (4-fluorophenyl) methyl] -5-methyl-lH- 
benzimidazol-2-yl] amino] ethyl ester (9CI) (CA INDEX NAME) 
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IT 99137-90-3P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; BIOL (Biological 
study) ; PREP (Preparation) 

(preparation and antihistaminic activity of) 
RN 99137-90-3 CAPLUS 

CN. lH-Benzimidazol-2-amine, 1- [ (4 -fluorophenyl) methyl] -5-methyl-N- [1- [2- (2- 
thiazolyl) ethyl] -4 -piperidinyl] - (9CI) (CA INDEX NAME) 
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IT 99139-23-8P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation and lithium aluminum hydride reduction of) 
RN 99139-23-8 CAPLUS 

CN 1-Piperidineacetonitrile, 4- [ [1- [ (4-fluorophenyl) methyl] -5-methyl-lH- 
benzimida2ol-2-yl] amino] - (9CI) (CA INDEX NAME) 




IT 98088-91-6P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and N-alkylation and decarboxylation of) 
RN 98088-91-6 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [1- [ (4-fluorophenyl) methyl] -5-methyl-lH- 
benzimida2ol-2-yl] amino] ethyl ester (9CI) (CA INDEX NAME) 




IT 99151-11-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and N-allcylation of) 
RN 99151-11-8 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- (2-aminoethyl) -4-piperidinyl] -1- [ (4- 
fluorophenyl) methyl] -5 -methyl- (9CI) (CA INDEX NAME) 
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IT 75970-78-4P 98088-91-6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation and antihistamine activity of) 
RN 75970-78-4 CAPLUS 

CN lH-Benzimidazol-2 -amine, 1- [ (4-fluorophenyl) methyl] -5-methyl-N- [1- (2- 
phenylethyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 98088-91-6 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [1- [ (4-fluorophenyl) methyl] -5-methyl-lH- 
benzimidazol-2-yl] amino] -, ethyl ester (9CI) (CA INDEX NAME) 



O 

II 
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IT 73755-74-5P 75970-32-OP 75970-35-3P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 

(Reactant or reagent) 

(preparation and decarboxylation of) 
RN 73755-74-5 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [1- (phenylmethyl) -5- ( trif luoromethyl) -IH- 
benzimidazol-2-yl] amino] -, ethyl ester (9CI) (CA INDEX NAME) 



CH2- Ph 




O 
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RN 75970-32-0 CAPLUS 

CN 1- Piper idinecarboxylic acid, 4- [ (1, 5-dimethyl-lH-benzimida2ol-2-yl) amino] - 
, ethyl ester (9CI) (CA INDEX NAME) 



Me 




Me C- OEt 



RN 75970-35-3 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [5 -methyl- 1- (phenylmethyl) - IH-benzimidazol- 
2-yl] amino] ethyl ester (9CI) (CA INDEX NAME) 



CH2- Ph 




Me C- OEt 

II 
0 



IT 73734-46-OP 73734-91-5P 75970-78-4P 
75970-80-8P 75970-88-6P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation of) 
RN 73734-46-0 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- (2 -phenylethyl) -4-piperidinyl] -1- 

(phenylmethyl) -5- (trifluoromethyl) dihydrochloride (9CI) (CA INDEX 
NAME) 



CH2- Ph 




#2 HCl 



RN 73734-91-5 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- [4,4-bis (4 -f luorophenyl) butyl] -4- 
piperidinyl] -5 -methyl-, dihydrochloride {9CI) (CA INDEX NAME) 
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• 2 HCl 



RN 75970-78-4 CAPLUS 

CN lH-Benzimidazol-2-amine, 1- [ (4 -fluorophenyl) methyl] -5-methyl-N- [1- (2- 
phenylethyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 75970-80-8 CAPLUS 

CN lH-Benzimidazol-2-amine, 5-methyl-N- [1- (2-phenylethyl) -4-piperidinyl] 
(phenylmethyl) - (9CI) (CA INDEX NAME) 



CH2— Ph 




RN 75970-88-6 CAPLUS 

CN lH-Benzimidazol-2 -amine, N- [l-.[4 , 4-bis (4-f luorophenyl) butyl] -4- 

piperidinyl] -1,5 -dimethyl-, dihydrochloride (9CI) (CA INDEX NAME) 
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Me 




#2 HCl 
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IT 73734-46-OP 73734-91-5P 73755-74-5P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation of) 
RN 73734-46-0 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- (2 -phenylethyl) -4 -piperidinyl] -1- 

(phenylmethyl) -5- (trif luoromethyl) dihydrochloride (9CI) (CA INDEX 
NAME) 



CH2- Ph 




• 2 HCl 

RN 73734-91-5 CAPLUS 

CN lH-Benzimidazol-2-amine, N- [1- [4 , 4-bis (4-f luorophenyl) butyl] -4- 
piperidinyl] -5 -methyl-, dihydrochloride (9CI) (CA INDEX NAME) 
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• 2 HCl 



RN 73755-74-5 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [1- (phenylmethyl) -5- (trif luoromethyl) 
benzimida2ol-2-yl] amino] ethyl ester (9CI) (CA INDEX NAME) 



CH2- Ph 




O 
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